10/749,630 

★★+****★**** stn Columbus *************** 
FILE 'HOME' ENTERED AT 14:14:15 ON 16 JUN 2005 
=> file reg 



Uploading C:\Program Files\Stnexp\Queries\10749630 . str 
H 20 

N 16 





17 18 19 20 



chain nodes : 

10 11 12 13 14 15 16 
ring nodes : 

123456789 
chain bonds : 

7-10 9-11 11-12 11-15 12-13 13-14 13-16 14-17 14-18 16-19 16-20 
ring bonds : 

1-2 1-6 1-7 2-3 2-9 3-4 4-5 5-6 7-8 8-9 
exact /norm bonds : 

1- 7 7-8 7-10 11-12 11-15 12-13 13-14 13-16 
exact bonds : 

2- 9 8-9 9-11 14-17 14-18 16-19 16-20 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 
isolated ring systems : 
containing 1 : 

Match level : 

1 : At om 2 : At om " 3 : At om 4 : At om 5 : At om 6 : Atom 7 : At om 8 : At om 9 : At om 1 0 : At om 

11: CLASS 12: CLASS 13 : CLASS 14 : CLASS 15: CLASS 16: CLASS 17: CLASS 18: CLASS 
19: CLASS 20: CLASS 
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H, alkyl, halo, alkoay, OH; R5 - H, halo; Ar - 9-10 membered bicyclic 
heteroaryl having 1-3 N atoms], vhich are suitable for example as 
antiarrhythmic medicaments with cardioprotective component for infarction 
prophylaxis and infarction treatment and for the treatment of angina 
pectoris, vere prepd. and formulated. They also inhibit in a preventive 
manner the pathophysiol. processes assocd. with the development of 
ischemia-induced damage, in particular in the triggering of 
ischemia- induced cardiac arrhythmias and of heart failure. E.g., a 4 -step 
synthesis of I.HC1 [R1-R5 - H; Ar - isoquinol-l-yl] which showed IC50 of 
0.014 pM against NHE1 subtype, was given. 
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preventing diseases which are related to sodium-proton exchanger (NHE) ) 
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formulated. They also inhibit in a preventive manner the pathophysiol. 
processes assocd. with the development of ischemia-induced damage, in 
particular in the triggering of ischemia-induced cardiac arrhythmias and 
of heart failure. E.g., a 4-step synthesis of I.HC1 [R1-R3 - H; Ar - 
2-trif luoromethylquinolin-4-yl] which showed IC50 of 2.36 j»M for the 
NHE- 1 subtype, was given. 
649538-C5-SP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
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(preparation of 3-guanidinocarbonyl-l-heteroaryl-indoles for treating or 
preventing diseases which are related to sodium-proton exchanger (NHE) ) 
649538-65-8 CA 
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AB The title compds. (I; Rl - H, alkyl; R2, R3 - H, alkyl, halo, alkoxy, OH; 
Ar - (un) substituted 9-10 membered bicyclic heteroaryl having 1-3 N atoms) 
which are suitable for example as antiarrhythmic medicaments with a 
cardioprotective component for infarction prophylaxis and infarction 
treatment and for the treatment of angina pectoris, were prepared and 
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heteroaryl having 1-3 N atoms] , which are suitable for example as 
antiarrhythmic medicaments with cardioprotective component for infarction 
prophylaxis and infarction treatment and for the treatment of angina 
pectoris, were prepd. and formulated. They also inhibit in a preventive 
manner the pathophysiol . processes assocd. with the development of 
ischemia- induced damage, in particular in the triggering of 
ischemia-induced cardiac arrhythmias and of heart failure. E.g., a 4-step 
synthesis of I.HC1 [R1-R5 - Hi Ar - isoquinol-l-yl] which showed IC50 of 
0.014 pM against NHE1 subtype, was given. 




G7 - qui noli nyl 
MPL: claim 1 

NTE: and pharmaceutically acceptable salts 

STE: and racemic mixtures, enanti oners, diastereomers, tau toners and 
mixtures 



REFERENCE COUNT: 
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ALL CITATIONS AVAILABLE IN THE RE FORMAT 




AB The title compds. [I; Rl - H, alkyl; R2 - H, alkyl, halo, etc.) R3, R4 - 
H, alkyl, halo, alkoxy, OH; R5 - H, halo; Ar - 9-10 membered bicyclic 
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processes assocd. with the development of ischemia- induced damage, in 
particular in the triggering of ischemia- induced cardiac arrhythmias and 
of heart failure. E.g., a 4-step synthesis of I.HC1 (R1-R3 - H; Ar - 
2-trifluoromethylquinolin-4-yl] which showed IC50 of 2.36 pM for the 
NHE-1 subtype, was given. 




MPL: claim 1 

NTE: and pharmaceutically acceptable salts 

STE: and racemic mixtures, enantiomers, diastereomers, tautomers and 
mixtures 
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Ar - (un) substituted 9-10 membered bicyclic heteroaryl having 1-3 N atoms) 
which are suitable for example as antiarrhythmic medicaments with a 
cardioprotective component for infarction prophylaxis and infarction 
treatment and for the treatment of angina pectoris, were prepared and 
formulated. They also inhibit in a preventive manner the pathophysiol. 
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G14 - furyl (SO) 

DER: or pharmaceutical ly acceptable acid addition salta 
MPL: claim 1 

NTE: also incorporates claim 14 

NTE: substitution is restricted 




AB Indoloylguanidine derivs. I (Rl - H, (un) substituted alkyl, alkenyl, 

alkynyl, cycloalkyl, halo, N02, acyl, C02H, alkoxycarbonyl, aromatic group, 
(un) substituted OH, NH2, S02NH2, etc.; R2 - H, (un) substituted alkyl, 
cycloalkyl, OH, alkoxy, etc.] and their pharmaceutical^ acceptable acid 
addition salts inhibit Na+/H+ exchanger activity, and are consequently 

useful 

in the treatment or prevention of diseases caused by increased Na+/H+ 
exchanger activity. For example, condensation of Me l-methyl-2- 
indolecarboxylate in the presence of NaOMe at £ 130* gave, 

after chromatog. and salification, 30.81 title compound II. In an assay for 
inhibition of ischemia-and-reperfusi on-induced cardiac arrhythmia in rats, 
II at 0.3 mg/kg reduced mortality from 761 (control) to 01, whereas EIPA 
[5-(N-ethyl-N-isopropyl)amiloride] reduced mortality to only 44% at the 
same dose. 
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G3 - 14 
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1' 

G4 - (1) 25 

2 9(0)-G7 

G7 - 26 



R2 



G17 - pyridyl 

DER: and pharmaceutical^ acceptable salts 
MPL: claim 1 

NTE: substitution is restricted 
NTE: also incorporates claim 6 



Title compds. (I I X - N, CR6; Y - O, S, NR7i A, B - H> AB - bond; 1 of 

R1-R6 - CON:C(NH2)2, the other of R1-R6 - H, F, CI, Br, iodo, alkyl, 

S2 of R1-R6 - cyano, N02, N3, alkoxy, CF3, etc.; R7 - H, alkyl, 

alkenyl, etc.), were prepared Thus, 3-chloro-5-f luoro-l-methylindolyl-2- 

carboxylic acid guanidide hydrochloride (synthetic outline given) 

inhibited rabbit erythrocyte Na+/H+-exchanger with IC50 - 3 + 10-8 

M. 




Gl - 8-1 9-11 10-3 



10/749,630 
=> d his 

(FILE 'HOME' ENTERED AT 14:14:15 ON 16 JUN 2 005) 

FILE ' REGISTRY 1 ENTERED AT 14:14:20 ON 16 JUN 2005 
LI STRUCTURE UPLOADED 

L2 6 S LI SAM 

L3 72 S LI FULL 

FILE 'CA* ENTERED AT 14:15:04 ON 16 JUN 2005 
L4 2 S L3 

FILE 'MARPAT' ENTERED AT 14:15:16 ON 16 JUN 2 005 
L5 4 S LI FULL 

=> 

Logging off of STN 



=> 

Executing the logoff script... 



=> LOG Y 

STN INTERNATIONAL LOGOFF AT 14:15:44 ON 16 JUN 2005 



